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(57) [St*] 

U W«fE&V3Hftffi<OTI^A'4F-RKt'§||<fiIi. 




-Cay-, 




(I) 



BEST AVAILABLE COPY 



1 



(2) 



*W*9-208584 




0— / H- (CH,)«-C0t«- (Ogn— K— ^ 




Jil*4>9<OgftS:. nJi2*»4>l 2<0fi»i:5rr. 



[fc2l 

X'— (ag.-cww- (apn — n— ^ 



(n) 



[MOM] TEstirT^$tl*-&««tta«c. 
H,C=CHO0NH- (C^)o— M— ^ 



(n* ) 



[fc4] 

H,N- (CH,)n — N— ^ 

OCX" (m) 

nli2Kl 2<Offl8cfriST. 
[ JH3RJB6 ] T3E3eiVT>n$*l.****HK*. 

5£!V*. nli2*^ 1 2<0ft»*j»r*-. 

lite} 



30 



40 



(I) 



R R*N-(CH I >n — N ^ 

|| (V) 




£*K R#*JM>fc*. R'tt. #aBftl~8T*Httft 

^irtTfc^kvxor^y-fiHi. «seai~i 2T 

Ittt^LTtiv^xy^T/U^y-f**. KXft 
1 — 8"CiWMB«r*LT t J: v^T/Un*^* /WfciA' 
X, flWRl~8T»««ft*UTtJ:kv/\or/P3* 

R, R , * t -oC0r->T>M='y>. =.hofc*H«*h 
b. nJi2*»41 2WfflS«:*r. 



r rN-<ay n 



(ayn— n-^ 



(VI) 



50 



R#**<0fc$. R'li. «JRftl~8T4H» 
«tWLT«.J:vv\or/U*>''f #aB»l~-l 2 

ft 1 -8T*««t*LT t> iHT^a^tf/mC^k 
£. fiSR»l~-8T#««tWUTfeXvwxnrrt'3* 



(3) 



WWT9-208584 



S. nii2*>&l 2<OH8:«-5rf. 
IfcS) 

R R'N-(ayn— NH 

SCVII«f^ R#**Ofc$. R'tt. **Rl-.8?»* 
mtrHLXt>*»TnrtS4 *JRftl~8T4H* 

1 2T<y-*£ym±.'*ary. -ho**v*ii* 

ft 1 ~8T4Hft«€-*rLT «, i^r^3*^*A^=^ 
X. *J»l~8T4H!»«^LTfc*fcv\oT*:i* 

R» Rtf — oCioT^D/y. - hnfcfcVifctXh 

& . nl* 2fr»*> 1 2<0fflfc£ >p-*\ 

[fc9] 

R R'N-oayn— NH 0 

ttftfcSrLTfcJrvvNnT/PJ&y-f/Ufc. «Sftl~i 

*»1 -8T^W«l|fr*LT«>J:k\TiU3^^^= 
aSRft 1 -8r»<WR«rWLT t i vv>ar^3 
**l-*ijttRftl^l2T^>"e>' 

R. R'*t— 3t=?foT/%oyy. -hD*>ivv±>h 
*. n(±2*»4l 29>mtiif(t. 

toooi] 



[0002] 

fttt. TUA^C^ftft) K£ft£. PUVA 

<v9i^-*itt*rt«awf) «a=. 

10 *fcOTi»r<. #fcX*o<f MWBWi. WiRBifi 
v*#»BM«fci: • • «C • 

27 [supple 163 597-602. 1 995. 

flVK&fi. 2 7 [supple 16] 6 03-6 0 9. 
199 5). The-«lfe«j&MKS4»vvCtt. Th 1 

rti>*>Th 2mMkGKWtmzt> K> . Th2fl»>6 

**k4->TW. «->T. Th 2ttttftfcfPM*- * 
•f >*-7 xn>^ftWWD|»if*«6*fefcT^* 

C 0 O 0 3 ) — «=. t he>BaKtzBM>k& 

*-r*k«4«tti:4-8liBMttafcfct*»)24— 4 
8«B»«W*tt«EBa6^t*. S**»*$fflKJE. 
3D ftSKWHBTHWF-EJBi:*.*. ttCSJESKJCI* 

lemztix^*. M&m&jBeK>x*r=jcu±*.t,<iFW 

T*>oJt*t. 4-BTttI «E-K(MBB*W^.-r*iffl 

ate phase reaction of the type 1 al lerjyTJi 0 . T 

*t* J: -3 tefir-»«: (JgdScff. Bfi&ft. 27 (5) . 
564-574. 1 9 95) . i<0j:d<=. The-ft 

< ^»icftwrt s y ( 

0 [0004 j **fim£tt*t «<& t^^iw* 



<4) 



1WH l 9-208584 



5 [ 4 . 5-c] 4f>U>—4-rS>«t UT 

i±. juxjwt** i — f yr**~ 1 h-4 

V[4. 5-c] *SV>-4-T$y <48**K) 
LTV»<-3**l£*LTHi (ft#ft#HBl 4 5 
3409. *SBff»l4 68 9 3 38*. *BB»WS4 
698348*. *flBflttB4 9 29 6 24#. tt*ff$ 
IWB385630*. #«HW&5 34 6 905* 

i«a«aiW^fflJifli»s*iTv^v>. 4- 

tt»fl»¥3 - 2 6 4 56 2#CW*3iiTV>***. fftt 

[0005] * 
X 



10 



t J: & fl»*ST UJU^-RSBb fflSEfc&lfb * * 5 >^5 

ft*. 

(0006] 

( l ) Tes«irjj?s*L*Ts ram*. «m« 

10007] 

MfclO] 




h- (ca,) ■-cow- (ago— 



(I) 



MfcfoL. ml*l*»69*>aBk£. nJi2*»<5> 1 2«* 
ft***-. 

[0009] < 2 ) JJ£ ( 1 > CEftOTS FBHMt* 

10 0 10] <3)TE*I!TirSft.**I*>T5F» 

[0011] 
[ftll] 

x F — (ch^b-cww- (ayn — N — ^ 



(n) 



[ooi2]*n«p. x ii/\uyywi*im*>L. m 

ttlj&»fc90*Rfc. nil 2*61 24Mk*ii?t-. 
[00 13] <4)TBrtirT*Sft.**I»T$Htt 

[00 14] 
[ftl 2] 

H,C=CaO0NH- (CB,)b— N—^ 



* [0017] 



Iftl31 



H,N-(capn — h-^ 



(m) 




[00 18] Alll>t*. nli2A»6l 2 

[0019] (6) TEsCIVT*Sn**l«T5 FBI 

[0020] 
Hfcl4] 



HjN- (CH,)n — N— ^ 



C^H^Ci 



(IV) 




(H' ) 



[00 15] All'*. nli2*»fc 1 2nWBLtiFrt. 
[00 16] (5) TE*IIir^Sh.**tI«OTS K» 



[0021] £IV*. nti2*»4> 1 2<Ofi»$-jrcT. 
[00 22] (7) Tffi55tfT*S#t*«I<DTS KIWI 

[0023] 
[fcl5] 



K f N-(d^>n — N— ^ 



(V) 

N NHBh 

[002413SV+. R#**Oi;*. R'li. 



(5) 



1*0179-2 08 584 



^8T4HWBt*UT«.J:v^rA'*>''f/Wi. ftftftl 
-8V4H»«*ffLTfcJtVv\oTJl'*v'4A#. ft* 
»l~ 1 2TO-e>'m±'\r3yy. -ha&twiix 
isWXmtH LT t J: V > 7 x ^T/P^r J 4 

tt* h LTfc Jt^7x /*%,TMtS4 

/HI. ftJRIfcl~8T4HS»S-WUT<.JJ^T/l'34f^ 
j»/HKxa*. ft*ftl~8T>*MK«**rLTfcJ:vv% 
oT/P3*»'*/l'.-n-/WK. fc&V»iift**l~l 2? 

^*£^m±'^y>. — ht3fc^v^i> h^->«e» 10 

nl±2*»<-»12<OM**iit?-. 
[00 2 5] (8) TTESCVIT*Sit*<Cl<OTS H» 

[0026] 

[ftl 6] 

B R' N - (Qy n — N ^ 

20 

(YD 

^ci 



8 



ft*Ri~i 2X"&*ym±.nuY>. -hoi) 

I Utt* Hf^WftSS^LT t J: V»7 x S*isTA,fi 
JAMk. ft**]-8T*H*ft£#LT<,J:V»T*:i 
*ir*/W=Jtfk. #**l~8T*fl£«Sr£-l.Tt»J: 
v v\nr/P3*>-*^^iU«» *>&i\tt#Xft l ~ i 

**£*LTLJ:v»7x:^T/P:J*io7/P;tfx/U«*- 
in:. R. R'**— >t?r->T/Noy^.\=.hD 
*>*v*t* ^S/ftftJEfrWLTfcJ^WiSIHM 5 
K«WW4. nfat2*»6 1 2<T«»«:5'r*-. 
[003 1] ( 10) TEi«vmT5*$*t45Sl*>T5 

[0032] 
[£18] 

R H'N-Caya— MI 0 




CI 



[ 0 0 2 7 ] SCVIf . R*«*»«0fc S . R'tt. ftftft 
l~8T#ftft£Wt/tiJ:^T/l^./4/WK. 
l-ST^WHSWLTLJiVVNDT^y-f/HS. « 
— 1 2T'<.>'-tf>'aLh>'\Dyv. ^ha*>£^i 

ft*ftl~l 2 T^>-tf >«LbMn yy. - hn*> 
6^±>h*>'»(aE«rWLT€,J:V»7x>'*>'T*'* 30 
✓4**. ft** l~8"WHWB*irLTfc J: UTiWa 
*5/*A<#X*ft. ft*ftl ~8T4H8*i*LT t J: 
irWNor^a^^/U^^K. **v»{4flaRftl — 1 

*Xf-*LT t> J: l^x^T^a^s^/l/.-tJXA,** 

[00 28] (9) TE5WI1T*S*1*SCI«T5 F» 
#M**l^*fc*>*>£|£tMBJ«rc**. 40 
[0029] 
1*17] 

R R*W-(CRpn— NH 

N Cl 

[00 30]#VII*. R*«*«Oi:&. R'ti. ftftft 
1 -8 r4«t*€r STLTtxfcV VT/W* y 4 *&. ftftft 
l~8r4HSt*t*rUTt,J:Vw\oT^y-fn«. « 50 



[00 33]*VII1«K R*«*«<Oi:*. R'tt. ftft 
*l-8f4HWi€:*LTtiv^r/l'*>'-f;HI. ftft 
ft 1 -*-8T-&*m frW LT t J: t i/nota-* y -f A*. 
ft**l — UT'O-tfi^iADyy. zhnftjn 

ft. ftswfti— i 2X"0**>-m±'\By>, —but> 

*i-*t* h*>ftftft€:«rLTi iv>7i 
^-fitft. ft*»l~8T4H»*«:*LTtJ:^rrt'3 
*io>/P#x/wa£, ft*Rl--8"C#*«*lrLT<,.fc 
vv/\or/P3#;^/MtXA*. &&m±ft**l~l 

ftftS-lTLT fc J: xX/UTA-3*So7A»stfx/Pfii- 
4ifc. R. R'#— -3ia-»TADyy. - ho 
**m±* h*^ftft«feWLTt, J:v^F#tt««-f 5 

H tJMW-*. iHi2*»fel2<»«gB:t3ir*-. 

[00 34] «V. «V1. 5«VIIfc:tJ(t&R. R'liTS 
^»)«KT*'). »*t«. T-fef-/U. 7Dt*2 

>^^/Wif=7K iso-rh*^/^-rt^ % tert- 
[0035 J tfl<^£1*0E»>«c#SL?*ttf«n 

tttLTtt. «k. *<fc**ft. ssl mat. 

»ft. 91ft. 7l"f Vtt- 7"7iHB, ?XVR, ijyrf 
ft. SStt. i^x^ft. -X^V^^VM. p-h/V-X 

9«ftS*t*. 

[0036] 



(6) 



SFUHtttti. «itnaT«0j:3CLT«W*ik*< • [0037] 

■ r N-as^n— w 9 



WWV9-208584 



a • 




(0 



I 



10 



65c 



x 



i r ■-<ayn — 



ofc — coc 



si w . 





— oX- c5£.-r 





XI 



roo38]xa(i)(c*jnT» awwrc***ix 

*>2. 4 ho* y UM*£flflMrc- 

#7\)XJl*y)fi£ (Oie«.Ber.. 1918.51. 1500) * 

^S^5^0*yTS>'«»M»4H^W£ (Synth. Co 
■Hn.. 1990.20.2559. J.Ned. On. .1988.31.898. J.Or 
g.Che... 1981,46.2455. J.taer.O«.Soc. .1941.63.852 



40* tOO 391 XB (2) tcavvc. -hogfroMTcUat 

&^ia<wrtn)K:i: or o-ca^assurrfra i 

[0040] XH (3) (=£VVC. SCVIIOft^Hth 

[004 1 ] X8 (4 ) tza^x. *yi<rHt&*oT$ 



< 

1 1 

tert- r h * iofr iWz^n, ( B o c ) <0*&UMSjfr* 

9&h y 7a-*obbt. 'Wa** s^A^ttsju 
<z) <o«^n»Ybic«-iw»tawfr&it(c±->T 

[ o o 4 2 1 re ( s ) t=*»vc. aaam**w; 

[004 3 J III (6) t=*iOT. 5T-h^U-r (M 

jebb****) «t»r. r/prj-^n^wrvt^r* 

100441 IB (7>fc*tiT. i**!lfr±0*»fc 
tW?*b b btz*A>#ym («« L<li. *m> «t» 

»*. 

[0045] IB (8) fcUSWC. StllNOfc^Bfys 

BTtir*»mttLeM}!i*m*(t:b*.u. n.n- : 

S^iUfcAATS H) B3*B£B • B£*& 
<fc* £tf. #/mr^<f 5 F, 86BB*B£. tt?a 

*=. BSSrBBB (Jfcfcitf. *9>7*tM£=J^**i: 
T/l^ >K«:Bv re (» J: i». 

[0046] IS (9) fcUSHT. 5ttl0Xfc&Btt4Hn 
HTCfcO. *H**k^4ir<Oft**i:i:«,«iaW8 

sfcA-ATS K. J*?S—JU, n-jnoJW 

ssi<»fc^fc»*£fcatr**. bs* 

BB(fcfc£tf. BB*B*hy>.&. BB*y**. 

[0047] *«9l03ClT-*3*l.*TS KRBfMtV 
*«E»«fc:ltSSft.*BftlB«±. TMf-BBBB 
ifiBBi: LTBn&lflNEnCBfljmCB^-fi £ b 
fiafi*(=tt»«KRB£ft«>tt»ti. B 

». *t±im, wm. mm. mm. msm. n « 

B. BW. ^o^r«rif*«p*f^4. #BP«#fcffi 
"tMBIi. SWB. gffl. BAB. jSBB. £»B. 

*. •vfftftJMMSBtvCt. BBOBtCBSfcEB • 
KSWfc^R&Lo 6®Dftl«:ffl^i; t**T*i. BB 
BfcLTtt. BBM. B^B. BRB,,BBB. «« 

m. bbb. «few. Bimn. wmm. mm. 

«. BBB. B5M3W. BBffiH. *4 BBBB 

m. bbbbb. bbm. mmtftbifimft>iih. 

[0048] 5Sl<0ft£B&tf **>BfrtDBtt, 4 U 50 



) BWT9-208584 

1 2 

<t*ftB. D-y^, ? y-^fc**>BB«4W>fc*> 
<0RBoB^ki. 

[0049] <cio?ft^»ay^nKf JBBU. bbb 
SMm&m&xmhxf$>'itm&zrzbir>t>. * 

-ttBB. t^*B. BB*iffc1WflTfc*.rfc#5SB 
[0050] 

[£Bft] KC. *^*BB«fcJ:-»T3fettBK: 
10 RWi. Ms. BB«fcT^U5Hfc£B*>*H6Ttt 
t=-*{±. I It**** h;M!B*M IR-810.' 
H-NMRX^ MW4 Varian Uiity 400 MB Aewro 
tiB CJrOBJEUfc. 
[0051] (»M1) 

*TS>>1 -2-»OP-3--KD*ytJV^rf 
2.4-y?DD-3-i ho#yy^o.i 9* (0. 
76 8-Dl)AtfN- (Oi^r^^A^CSlP) - 
1.3-TO/tV^TS^O.l 6« (0.768m!) 
» fchUxf-A-T5^5«J^. 701Ct3MRLT lBCBf 
BUfc. hyx^TS^*BETB*Lfe». B(t>t 
-f-W^WtBL. BB (MgSOi ) B. BBtr 

^4-effU n -A.^"V-lW»x-f-A (2:1*/ 
v) »ajB*CJ:»). 4- [3- (^yWW 
#XiPT£y) TtaeA^TSy] -2-?DD-3-Z 
ho*yyv0.27K (0.651a»l) fcftfiSHtfc 
LTBfc. i««>«K04»ISWr-^UJSrF<>!)B»>rJb 
*. 

0 [0O52] 'H-NMR (CDC It) 8 {ppm) : 1. 
79 (2H,m) . 3.35 (4H.m) . 5.02 (1 
H.br), 5.18 (2H.s) . 7.15 (lH.b 
r) . 7.37 (5H.m) . 7.57 ClH.t.J-8. 
0Hz) . 7.73 (lH.t. J = 7.8lte) . 7.90 
(lH.cl.J-8.4Hz) . 8.21 (lH.d.J-8. 
0Hz) 

[0053] (BBB2) 

3-T = y-4- T3- jK£S£&i3&&i!£&£&Z. 
► 4 - [ 3 - ccvyA-^^A-jtcxA-r s/)roe 

*7S/J -2— ^OD— 3-X ho4f>"J i^0.27 
8 (0.6 51hoI) S-^^y-A'10«lt=»BU. B 
BBlal&tfBB0.22g (0.390a»l) frBiB 
BT 2 BBBff Ufc. EBBfcBWOWeB^hy^ 
*BBCJi»t. iMftx^TBast. BB*T«B. B 
B (NaiSOi ) B. BKfrBETBSLfc. WHEtis 

W^-/K300: lv/v)«a}B»fcJ:»). 3 
-T5y-4- [3- {'Oi;jU**>>triU#=jl,T S 

y> roir/PTsy] -2-^Do*/y>o.i2» 



(8) 



*W!*9-208584 



1 3 

(0.31 2-ol ) «r««fe»3fefc tTfc*:. £<Ofe«> 

[0054] 'H-NMR (CDC Is) 8 (ffm) : 1. 
76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H.q. J=6.3Hx) . 4.21 (2H.bs) . 4.44 

(lH.br). 4. 92(1 H.br). 5. 16(2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H,m) 

[0055] (3WtM3) 

fUl -4-»DD -1H-^y'/f4. 5-c1»y 
3-T5/-4- [3- ( ~strHnti-A>T 

=y) ro^rsy] 1 2 

S (0.31 2aol) (Chyx*-/P3i7H»*/U.X— HO. 
5 2al (3.12BI) 10 0XX3n£l,?3. 

5^BH»fLfc. KJ6K«r*ffFa»tT* 1- [3- 

('0'i?A^!-df^Aaic=A'rs>') me*] -4- 

?no-lH-'f £//U.5-c] */'J>'0.12 

[0056] 'H-NMR (CDC It) * (m) : 2. 
24 (2H.m) . 3.36 ( 2H. q.J =6.4Hz) . 
4.67 (2H,t. J -7.01b) . 4.95 ( 1 H. b 
r). 5.14 (2H,s) , 7. 3 1 -7. 3 9 ( 5 H. 
in) . 7.6 2 (lH.t. J = 7.8Hz) , 7.71 (1 
H.t. J -7.8Hz) . 8.09 (lH.s) . 8. 1 3 

(lH.d. J-8.4Hz) . 8.21 (lH,d.J=8. 
4b) 

[0057] (SlltM4) 

1- O-ygyyptfiU) -4-»dd-1 H-^? 



14 



yVT4.g- e 1*/t)V 
1 - C 3 - ( L> i?ns** >*Mst&ZIUT 5 J ) TTOtT 
AO -4-^QD-lH-f 5*V*[4.5-c] *y 
UX0.12S (0.304»1) CA(t**-iW [ 3 
3%] 3«l«rjn£. SBTl.SBHSfflBfLJt. REiS 
fciSETMBL . H»(C 1 N -#tt<fr*- h 'J *.Me*» 

(Na«so4) tt*«*»ETW*u «**^y*y 

9S-fr-3 2%mtH ( 1 2 : 6 : 1 v/v) JHflMMc 

10. 1 - (3-rsyrne^) -4-?qo-ih 
— f s^v [4.5-c] *yy> iwa86o«(o. 

1 87-ol) t-JMKSfflttfc LT»*:. w<0fc«>«>4Hfc 

[0 0 58] 1 H-NMR (CDsOD) * (pp.) : 1. 
94 (3H.a) .2.39 (2H.m) . 3.12 (2 
H.t. J=7.8Hz) . 4.82 (2H. t.J =7. 2H 
z) , 7.70 (2H.m) . 7.97 (lH.d.J-8. 
OBz) .8.27 ( lH.d. J=8.0Hz) . 8.4 1 



(lH.s) 

[0059] (93tM5) 

- e 1 *J *) >-4 -T£>C^a 

1- (3-rsyrottrt») -4-?oo-i h--t s 
[4.5-c] *vyv Bsas6o« (0.187 

■a!) *ttEEMKra&«£A*U **y-A»l 0-ISV 
JfrtrRB^r^-TSri^lBi. ISOrtSWRUT 
Htm** Lfc. EJB»t-«flTFaWIL. S**4»S<0* 
10 OWWL1 N-*SMt-t-hU»>A*«ao.5iJ«:»Ii 

(3-rs/row -iH— r =rv [4.5- 

c]^y>-4-TSyi lag (0.04 5 5— ol ) 
taOMUMOSft (bp : 24 3-24 5r ) 

[0060] IR (KBr)cr 1 : 3320, 317 
0. 1650 

•H-NMR (DMSO-d«) 8 (ppa) : 1.93 (2 
20 H.m) . 2.57 (2H.t. J = 6.6Hz) . 4.64 

(2H.t. J = 7.0Hz) . 6.55 (2H.s> . 7.2 
6 OH.t.J = 7.2Hz) . 7.44 (lH.t.J- 
7.4Hz) .7.62 ( lH.d. J -8.0Hz) . 8. 1 2 

(lH.d.J=8.0Hz) . 8.1 9 (lH.s) 

[0061] (KttM6) 

4 - F3- (tert-rh»^/p.-f^ygy) Tne 
jut£>M -2-^oo-3--Ko#y'Jv^g 
2.4 -i^OO-3-— hO*y y V0. 5 9g (2. 
4 ImoI) &tXN- (tert-rh*^*^^) - 
30 1.3-70/^71^0.421 (2.41»l) S 
hyxfvPTSVl Oil*. 7 CCtaWSLT 1 . 5* 

*fly<fl/^d8»L. fett (NatSOOft* 

STXU 4- [3- (tert-7h*i'f!JUtf=jUT$. 

s) T-otr/PTSy] -2-?nn-3-=hD^y 

V0.6 1S (1. 6 0-oD £K&J£A (m P : 159 
~1 6 1"C) t L.T»7t. r<04»O«4HI»WT f -5'« 

40 [0062] IR (KBr)cr' : 331 0. 168 
0. 1 580 

» H-NMR (CDC I*) 8 (ppa) : 1.50 (9H. 
s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
1Hz) . 3.36 (2H.q. J = 6.0Hz) . 4.82 
(lH.br). 7.37(lH.br). 7.55(1 
H.t.J-7.8Hz) . 7.72 ( 1 H. t.J -7.7H 
z) . 7.89 (lH.d.J-8.2Hz) . 8.27 (1 
H.d. J-8.4HZ) 
[0063] (101017) 
50 3-T5y-4- T3- (tcrt- 7 K^^>»^rff-/U7» 



(9) 



1 5 

gy) m^Tsyi -2-»oo*yu^tf 
4- [3- (tert-yh^^^^rsy) rot: 

s (0.70«ol) *X*y-A,7«lWfflKU mitt 
rill} ' 2*W*0.55g (2.45«ol) Ztatl 

•sraaaMiaufc. ttSJft&jca* 2 n - - r* 

C*>»t. ?Qn*/l^T2EJ8ia{U &» (*B*) . 
ft* (Na,SOi) ft. »ET***«3;Ufc. Rft* 

vy-tm^n- ( 1 : iv/v) *a}s»tcj:o. 3- 
rsy-4- [3 - ( tert- r h ^ ^^vurfc^pr $ 
y) rot^rsy] - 2-?oo*yyyo. 1 s g 

(0.428wl) *S»felSftfc LT»fc. ^ t <0 

[0064] 1 H — NMR (CDC la) 9 (pp.) : 1. 
4 9 (9H.s ) . 1.7 3 (2H.m) . 3.29 (2 
H.t. J=6.2Hz) . 3.35 (2H.q. J = 6.0H 
z) . 4.28 <2H.bs) . 4.6 0 (lH.br) . 
4.75 (lH.br) . 7.44 (2H.in) . 7.87 

UH.d.J=7.6Hz) . 7.94 (lH.d.J = 7. 
6Hz) 

(0065] (HttM8) 

l-r?-(tert -T h^g/i^-zPTS, / ) 7 
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3-7$/-4- [3- (bert-?b*>*rA>#=>/l,T 

sy) rutr/prsy] -2-^ou^yyvo. l 5 

S ( 0 . 4 2 8— ol ) tZ b !) X-f-iUjr/Uh*^— r o . 
3 6.1 ( 2. 1 4 not ) fcfciT. 1 0 0XrC2«ffl$ 

^trsoTrriftftwujt. BU&i&toZHETwm 

L. 9 D osft/Wt y — A* (150: 1~1 0 0 : 
1 v/v) *fflB4HCt 0 . 1 - [ 3 - (tert-r 

^/^-^rsy ) mt/w] -4-^no-iH— f 
srr [4.5-c] ^/yyo.ug (o.388» 

1) £efe»3fe (mp : 1 5 5^-1 5 6*0 t UTft 

[0066] 1R (KBr)ar' : 3380. 168 
0. 1 520 

1 H — NMR (CDC Is) * (pp.) : 1.47 (9H. 
s) . 2.22 (2H.m) . 3.30 (2H.q.J=6. 
4Hz) . 4.68 (2H.t. J = 7.2Hz) . 4.7 (1 
H.br) . 7.66 ( 1 H. t . J =7. 6Hz) . 7.72 
(lH.t.J=7.6Hz) . 8.0 9 ( 1 H. s ) . 8.1 
6 (lH.d.J = 8.4Hz) . 8.21 (lH.d.J = 
8.4 Hz) 

[0067] (3SHH9) 

1- ( 3-Tg /To^l -i -»nn-l H-^ s 

y/r4.5-r1»yjv < n^ff 

1 - [ 3 - ( tcrt- r h ^ /ur = y ) mt 



A,] -4-^DO-lHH £^V*[4.5-c] *y 
y>5 0« (0. 1 39wl) *mfc*+U>3mUzm 
ML. hy7iM-PMK0.1 1«1 (1.39m!) fell 
*S»T1 H8WU:. aB»fi-liff7«BU BBC 

i N-*»t*-). y>^*»«i 

*an*rt^T5HftaiU «E» (NaiSOt) ftXEE 
TftftUfc. Bft&^Xf-jtOt— ir/P (mfcX+U^t; 

***ti) ThV+*U-hLT9iiJM*PWlU 1- 
(3-7S/70KM') -4-^nn- 1 H — f S^V 
10 [4.5-c]+/'Jyi4« (0.0536a»l) £6 

[0068] I R (KBr ) cr 1 : 34 00, 159 
0. 1510 

'H— NMR (CDCli+CDiOD) * (pra) : 2. 
06 (2H.m) . 2.72 (2H.t. J=6.8Hz) . 
2.98 (2H.br) . 4.64 (2H.t. J = 7.0H 
*) . 7.5 7 (lH.t. J = 7.6Hz) . 7.61 (1 
H.t.J = 7.6Hz) . 8.03 (lHs) . 8.05 
20 (lH.d.J-8.0Hz) . 8.1 I (lH.d.J-8. 
OHs) 

[0069] (9010110) 

1 - (3-r§ yroeip) - i h-^ g^r ta * 
l- (3-7syroe*) -4-?dd- i h — r 5 

C4.5-c]^yyvi4««(0.0536«l) 
trREERWOBI CWl. **y-rt'5«lJU/ c &arFM 
^^-TSMlfcJni. 15 0X*3iBSLTlW«f 
Lfc. raSftfirMBTFWiU BftCl N-*«frrh 
30 y>A*l»«0.3«l|&lBi»!fi«Ht*TRUT. 1- 
(3-TS/TDe*) -1H- f srv[4.5- 
c] *yy>'-4-TS>'8«« (0.03 3 ImoI) 

[0070] (satmi) 

4 -^^'/1,7» ? y - i - r q - (t.,rt-yK*^ 

5-el»yi;v^* 

1-13- (tert-rh^^/MCxA^T§y) 7oe 
40 *] -4-^OO-lH- f sry*[4.5-c] *y 
yX3 0«f (0.0831mo1) tCO-MHrS^lal 
l 5 0"C«i«LT3i«a8»TLn:. JSETji 
9U>«>i>*TS>"kW*L % lN-ttfti:*«*fcfc 
i«k>-f-pyr2HftaiLfc. *fWB«rtttt«*** 

rhy>A*wrcft*u. eat (Naisooft. « 

797 4 — fcftU ? OOjfc/W* -> * y—fl, ( ! 5 

o : i v/v) »a«iwcj: o . 4 -^s^rsy- ! 
- [3- (tert-rh^^^x^rsy) me 

50 /U] -1H-- f 5rV [4.5-c]*yyv3 5« 



1 7 

(0.081 1 — ol ) «refe«*(mp : 171-17 

2.5TJ) t LT»*:. z(oi,<o<r>#xrm : --?u&i 

[0071] 1R (KBr)ar»: 3330. 170 
0. 1 590. 1 540 

• H — NMR (CDC I s) 9 (pp.) : 1.4 6 (9H. 
s) . 2.1 8 (2H.m) .3.25 (2H.m) . 4. 
57 (2H. t.J=7.0Rz) . 4.64 (lH.b 
r) . 4.95 <2H. d. J = 5.2Hz) .6.05 
(lH.br) . 7.2 6-7.3 6 (4H.m) . 7.4 
7 (2H.d. J = 7.6Hz) . 7.5 1 ( 1 H,t,J = 
7.6Hz). 7.82 (lH.s), 7.92(2H.t,J 
-8.0Hz) 

[0072] {9mm\2) 
i-o-Tsy7Dm -i H-^g^r. s 
-cU/'jy-4-Tjy^ (g^i 

1 - [3 - (tert-n^ 
triu#=juT$ j ) robi/] - 1 H-- f srv [4 . 
5-c] ^SijySOmg (0.06 9 5— ol) t-^M3« 
lfcHWU *»ft?S*>.fc-J**[2 0X3 O.lg 

•SUM*. ««Eti'y*yA'*9^^a-?-h^97< 
— fciftU ^ DD*^A -*9 J —IV- 3 2 
(6 : 3 : lv/v) *&C*h): 0 Btfffltai*K8*ft . 

Tfr* ij &mTm&zz*n t . 1 - o-rs/roe 

A-) -1H-- f S^y- [4.5-c]VJV-4-T 
5^7« (0. 0290-t.l) *WB<S»3fcfc LTW 

fc. 

[0073J (5SltWl3> 

4 - T4- <tert-^K*^y> iW.-K^Tg -T^-ft- 

2.4-^DD-3-=hof/!;vo.72g (2. 
9 7«ol)XtfN- (tert-rHrs^^tfi/t.) - 

l^-i^TSyr^^-O.Seg (2.97«ol) *h 

•ix*-*r s ^i2n4'. 7 o-ctmsstLT i . 5«ra 
u *«. «as (Mgso«)ii, *ffr»*fcs*L 

fc. »aitn-\*ty-j;it^I- fiP ( 1 : 1 v/ 
v)fhyt A W-hUTOU 4- T4- (ter 

t-rh^^/nj?=/PTsy) r-f-zwTsy] -2- 

?DD-3-=hof/!)>'0.97g (2.4 6boI) 
fr*fi«*(mp : 12 5—1 26.5"C> t LTft 

(0 0 74 J IR (KBr)cr' : 3 34 0. 3 28 
0. 1 680. 1540.152 0 
1 H — NMR (CDC 1,) 8 (pp.) . 1>46 (9H 
s). 1.63 (2H.m). 1.78(2H.m). 3. 
19 (2H.q. J = 6. 41b) . 3.4 7 (2H.q.J = 
6.1Hz) . 4.68 (lH.br) . 6.4 1 (IH.b « 
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r) . 7.52 (lH.t, J-7.7Bz) . 7.74 (1 
H.t. J-7.8Hz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 ( 1 H.d. J=8.4Hz) 

[oo75] \9m1m\A) 

3- Tgy-4- \a - ft e rt--rK»-^n,rff- /t ,-r 

4- [4- (ijnrt--7b*ri/*iA,tf=Jl'T5iJ) -f+iV 
TSy] -2-?DD-3-a|-D^yi;yo.5g 
(i.27«oi) ex*y-/n 3«itJBKU ttflrr 

10 " 2*WH1.0« (4.4 3asl) fciDim 

HfflSHU:. E15itt«r2N-r>'txr*t:j|»lt. 
^no*/PAT2E«iaiL. (*«*) . ft* (N 
a*SO«) 1k. *ETiM«-W*Lfc. HaEti^'J^y 
^5A^o-?h^57Y-fcftU n 
»x*A- ( 2 : 1 vA) *aSH^H= J: 9 Sftft*ft«>. 
»«e*»i'*X-f-A'X— f-;PT f-U-f-jLl. — hLT. 3 
-TSy-4- [4- ( tert- ~7b* •s#tV#=j),T S 

y) y^-iUT s y ] -2-^DDfyyyo. 1 2« 

(0.3 2 9-ol) tfSfettflfc LT»*. 

[0076] IR (KBr) er> : 3270, 168 
0. 1540. 760 

•H-NMR (CDC Is) * (pp.) :1.44(9H. 
s) . 1.64 (4H.m) . 3.17 (2H.q.J=6. 
0Hz) . 3.27 (2H. t. J=6.6Hz) . 3.89 
(lH.br) . 4. 15 (2H.bs) . 4.59 (1 
H.br) . 7.4 7 (2H.m) . 7.77 (1 H.d. J 
= 7.6Hz) . 7.89 (lH.d.J = 7.2Hz) 

[0077] (gat«i5) 

30 1 - T4- (tert-rMfri^i tdcsjt/rs j) 

3-TSy-4- [4- (tert-rh^Jfr/WfX/kT 
§/) r-f-iPTSy] -2-^DDVJ^O.Hg 
( 0 . 3 8 4 not ) tz b >J X.+Mtn, b */kX- b 0 . 3 
2ml (1.9 2-oD tun*. lOOrfcrJBRLTl* 

rt^ (1 50: 1—100: lv/v) »aJB#£J: 

» 0. 1 - [4- (leri-rh^^/u^iiwrsy) r 

-4-^on-iH->f S^/ [4.5-c J * 
yU^0.12« (0. 321-01) s-8awa»*(m 
P : 14 8-1 5 0t:) kLT»fc. 

[00 78] IR(KBr)cr':1695. 1510 
'H-NMR (CDC la) (pp.) :l.42(9H. 
s) . 1.6 2 (2H.m) .2.06 (2H.m) . 3. 
2 1 (2H.q. J=6.4Hz) . 4.5 8 (1 H.b 
r) . 4.65 (2H.t.J=7.4Hz) . 7.66 (1 
tt H.t.J = 7.2Hz) . 7.72 ( lH. t.J=7.6H 



1 9 

«) . 8.02 (lH.s) . 8.13 (lH.d.J-8. 
4te) . 8.21 (lH.d.J-8.2Hz) 
10079] (1810116) 

1 - [4- (tert-rh^^iWJ^yprS^) 7> 
H,] -4-^OO-lH— fSrV[4.5-c]^y 

U^O.l 0s (0.267aol) fi>aft^f-P>6«lfc: 
SH*U hy7Aofo»i80.21«l (2.67ibdI) * 
loifiari WWTLfc. «B»6-*ETW6U Bit 10 
*= 1 N h y *-MeJgS2BiatttHB**Jn£ 

T^DO^tSBttfflL. «£» (NuSO.) t»* 
EETmMLti. i^Jt-f-rt'X — r-rt< (Wkx+Uy 

- (4-r$y:r-f-/w -4 -?dd- i h— < s rv 

[4.5-c] ^yU^4 5ag (0.1 64a»]) trSW 

[0080] IR (KBr)er' : 3400, 295 
0. 1670. 1520. 1360 2D 
'H-NMR (CDCli) * (pp.) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t. J-7. 
2Hz) . 3.03 (2H.bs> . 4.53 (2H.t.J 
=7.4Hz) , 7.56 (lH.t.J«7.4Hz) . 7.6 

0 (lH,t.J = 7.5Hr) . 7.97 ( lH.s) . 8. 
02 (lH.d,J-6.4Hz> . 8.04 (lH.d.J- 
6.4Bz) 

(0081] (m*Ml7) 

l-(4-T;/r^)-i» H ; y , /r , q _ 

1- (4-7S/7fA.) -4-?dd-ihH 5^ 

VC4.5-c]^yyv4 0««(o.i46«»i) tm 

f*-T4al*ln£. 1 5 1»H#FL 

1 n -*twfc^ k y »>^wi«o . 5 «j t-iqifc. ffaj 

*STOUc^y-A*4«iaiLT. 1- (4-TS 
yr-f-^) -ih-> f srv [4.5-c]*yyv- 

4-TSV14« (0.0 54 8—oD *8fttt&BtA 

(m P : 22 7-2 30. 5"C«MK) ) tLT»fc. 40 

[0082] IR (KBr)cr' : 3340. 318 
0. 1 650. 1 530. 1400 
•H-NMR (DMSO-ds) * (pp.) : 1. 30 (2 
H.br). 1.39 (2H.m). 1.89(2H. 
m) . 2.55 (2H.t. J = 6.8Hz) . 4.59 (2 
H.t.J»7.0«z) . 6.56 (2H.bs) . 7.26 

(lH.t.J = 7.4Hz) . 7.44 (lH.t.J-7. 
7Hz) . 7.62 (lH.d. J=8.0to) . 8.05 
(lH.d.J=8.0te) . 8.19 (lH.s) 50 
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[0083] (90M18) 

4-*^frTS/-l- T4- ffcErt-TH^it, 

1-14- (tert-rh*5^jMJ=*,TS./) 7> 
AO -4-^OD-lH— fsrV [4.5-c] 

y ^7 on ( o. 1 8 7«oi > co'^rs^iit 

JPi. 15 0X^WRLT3l«JH«fLft. *SffT3*PI 

w-ws^TS^tHMrU iN-aatt&tf*s*&ta 

i«fc**-uyT2HttfiLfc. *tWlrlMn«ifc** 
*MJ?A*mrrft»U tt« (N«tS6«)tt. * 

CffU ^tra^n^-y^y— (l 5 
0 : lv/V) jMBWHCfcO. 4-^^X5^-1 

- [4- (tert-rh^^jffiA'rsy) 
-iH— f s^v [4.5-c] ^yyv79«g (o. 1 

77bbo1) t&teX&i (mp : 151—1 53. 5t:> 
kLT«fc. ZCiitffiVUiJCam r-ruMTcvMi-c 
ft*. 

[0084] IR (KBr)cr' : 3380. 331 
O. 2930. 1680. 1595. 1540. 124 
5. 1160 

'H-NMR (CDC Is) 8 (pp.) : 1.42 (9H. 
s) . 1.58 (2H.m) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 ( 2 H. t. J =7.4te) , 
4.5 5 (lH.br) . 4.95 ( 2H. d. J -5.6H 
x) . 6.03 ( 1H. t. J = 5.6Hz) . 7.23-7. 
36 (4H.m) . 7.47 (2H.d. J=7.6fc) . 
7.51 (lH.t. J=7.8te) . 7.75 (1H. 

b) . 7.90 (2H.d.J=8.0Hz) 
[0085] <WtH19) 
1=JA=ZM^Z±&1 -IH-yg^/fii 

4-1>ifn,T$/-l- 14- <tert-7h*!s*A> 

c] VJy6 7ig (0.1 5 0bbd1) fr4FK5al(3ff 

JWU *SMb"^^>>A-89R [ 2 0?6] 0.1 5** 

—tztfL. ^ onstww* —a— 3 2 %BWI 
(6 : 3 : lv/v) ffi£B:fr.t 9 BBW^BtttfSfr*. 
T^'J*MILTB8*i-*T2L. l-(4-TSy7> 
*) -iH— fsrV [4.5-c] *S>J>-4-T 
S > 1 4«g ( 0 . 0 5 4 8«»1 ) tWBfi©*t UT# 

[0086] (SBt9f20) 
1- T3- r T4- (W* -A,jtt~*i,\ - I 

l/$^7Mr*JUl 7? y 1 ttpk^t - i w—a *«*r 
[4. 5-eUyuy-4 -ts^ 



(12) 
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a) ^oofiMBO.l Og (i.iHoi)gzFi- (3 

-TS/roKA') -1H— f S^/[4.5-c] * 
yy^-4-TS^0.24g (laol) tN.N-V> 
*/Hi;*ATS K 3 OzlWBSU 1 - ( 3'-UXf*> 
T £ /TOt/H - 3 -X*-Ao»A4&M S K • ffiKfi 
(BDCI) 0.29k (1.5«ol) tlniTMBTl 
WfffLtf:. ElKac*tjDi. ^noafcrt^Tlia. 
9X3XiiM,J±-*9 J— H> (10: lv/v) T3EH*aj 
Lfc. U «tt (NatSOO 

*. *ffT***S*l/C. 1- [3- [ (^oort 

■f-iu) rsy] rotr/io -ih— f s^»/[4.5- 

[0087)b) a) t»«lftl- (3- [ (?Q 

orttA-) rs y ] tdk/h -ih— f *ry 
[4. 5-c] ^/u>--4-r£>'«a±jfi«is-x^ 

✓-A-SbIWHWU 4- (S^xSJtotHliO 

'j^> aa«ao.i4g (o.4 7 2»i )&&?«■** 

«thy>A48mg (0.566aol) «D£. 7* 

tCftL. ?oa#tt<A->^y»-A-(30: 1—20: 
lv/V )«»»££ 9. 1 - [3- [ [4- (y7i 

M^> - 1 -tr*cy yy7*tA<] rsyjr 

-lH->f Sr/[4.5-c] VJ>-4 
-TSV20W (0.0364HB1) Z&tt&imKt 

«. 

[0088] IR(KBr)er':3320. 165 
0. 1525. 1070. 700 
•H-NMR (CDC la) 8 (pp.) : 1.7 0 (2H. 
m) . 1.86 (2H.m) . 2.19 (2H.m) . 2. 
27 (2H.t.J=10.4Hz) . 2.74 (2H. 
m) . 2.98(2H.s). 3. 3 9 ( 2H. q. J = 6. 
5Hz) , 3.45 (lH.m) . 4.54 (2H,t,J- 
7.0lte) . 5.49 (lH.s) . 5.60 (2H.b 
s) . 7.21-7.36 (lOH.m) . 7.38 (1 
H.t,J = 7.2Hz) . 7.51 (lH.t.J-7.7H 
z) . 7.82 ( 1 H.d. J = 8.2Hz) . 7.89 ( 1 
H. s ) . 7.90 ( 1 H. d. J =8. 0Hz) 
(0089] (5S1BW21) 

1- f3- (T^U^T?/) -roeiH - lH-f» 
/'/f4.5-c1*y»)y- 4-Tgy^ 

l- (3-7syroeA-) -ih— t s^r [4.5 

-c]*/y>-4-7S>0.24g ( lnol) *N. 
N-y>tA*A-i,75 K3 ObIWKBL. 'Jit* 
75*1 (l.lMl)«tfl-(S-Mf*7|>7 
otA) -3-xf-ywxryw^-f SK-SKS0.2 9 
g ( 1 . 5a»l ) $raoiEBT3. smtBOOt Ltz. BUG 



22 



9S-A> ( 1 0 : lv/v) T4EMti&L£. fflM** 

ffU ^onitWPA-y^y— A' (8 : lv/v) SJUS 
#tJ: 9 B ddiM'A 
ThUfalz-H-TTOU 1 - [3- (r^UA-T 

sy) yntrjio -l h— f srv t4.5-c] *s 

y^-4-TS^O. 14* (0.4 74m>1) (Ug 
»5fc(mp : 1 73~1 7 5*0 fcLTWfc. £<Dfc<0 

[0090] IR (KBr)cr' : 3330. 320 
0. 1630. 1525 

'H-NMR(CDCIi) * (pp.) : 2.2 5 (2H. 
m) . 3.47 (2H.q. J = 6.5Hz) . 4.61 (2 
H,t,J-7.0Hz) . 5.47(2H.bs). 5.7 
(lH.br). 5.71 (lH.d. J=10.4Bz) . 
6.09 ( 1 H.dd.J=l 6.8. 10.4Hz). 6.3 

2 (lH.d.J = 16.8Hz) . 7.33(lH.t.J« 
7.6Hz) .7.53 ( lH.t. J=7.8Hz) . 7.83 

» (lH.d.J-8.4Hz) . 7.92 (lH.s) , 7.9 

3 (1 H.d. J -8.2Hz) 
10091) (Sfettfl22) 

1- T3- T T4- <^-7*XHott»»£,) -1 -t»t 

yyf4.s- c 1*yijy-4-Tgy^ 

1- [3- (7?y*7S/) TUtt/P] -1H-- f S 

[4 . 5 -c ] *>"J V-4 -TS ^0. 1 2 s 
(0.406WI) «rX*y-#H OallcmFU 4- 

(y'7i_;w h=^y ) tr^tiyv ■ oinao. 1 3 g 
30 (0.427-dI) &veaMc»^hy>A38«« (0. 

4 4 7-oD fcftli. l«»«HWKUfc. TWftfrra 

K?7^ — IZtiXJi.. 7-ani£A'J±-X9J—A, (4 
0 : lv/v) *aJK»tli O BW*«-«*>. J8*V£tt 
x-^/PT- bV+x.ls-h LTirTX U , 1- [3- 

[ [4- (y7xiA>KS/) - 1 -e*cys>j<ro 

TSy] 70CA-] - IH- f S^V [4, 
5-c] =^y;>--4 -T5>-7 5« (0. 1 3 3— o 
1) «-«ttWSIB* (up : 1 78—1 8 2-C) fct,T» 

40 tz. -T CO t <0C^HKTWt=- * <±iarcr>ii *)T*>h. 
[0092] IR (KBr)cr' : 3330. 320 
0. 1640. 1530. 1080. 700 
•H-NMR (CDC la) 8 (pp.) : 1.6 1 (2H. 
m) . 1.84 (2H.m) .2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 ( 2H, t , J =6 . OBz) . 
2.54 (2H.t. J -= 6.0Hz) . 2.74 (2H. 
m) . 5.48(lH.s), 7.21-7.54(11 
H.m) .7.51 ( 1 H.t.J = 7.7Hz) .7.83 
(lH.d.J=8.4Hz) . 7.9 1 (lH.s) . 7.9 

» 4 (1 H.d. J -8.4Hz) . 8.68 (lH.br) 



2 3 

10093) (*3*M2 3) 

1- T4- (T9Vn,T£S) ^1-1H->(5/ 
'/r4.5-d*y»J>-4-TS>gX»lg 

1- (A-TS.yrf-iv) - 1 H—4 S^V [4.5 — 
c]^/'jy-4-7Sy0.26g ( 1 bbd! ) J - N.N 
-yx*-/l^l/ATSK3 0«lfcSH§L. T7VM&7 
5/ii ( l . l— dD - o-s^f-rt-rsyra 

tT/10 - 3 -x.+M*M*S?4 5 H • fflBEJBO . 2 9s 

( i . sma\ ) tjoisan mm Ltz. sumtz* 

J-tV> ( 1 0 : 1 v/v) ?4SH*&JL*:. «*Mfr*tt 
*Ti£i»L. «tt (Na*SO«) flL *ffT»*$:S£ 
Lfc. aaSfr^y^^^^A^OTh^^^-tft 
L, ?OOJfc/W»->*y— A' ( 1 0 : 1— 8 : lv/ 

v)WiJK#fc:J:9. 1- [4- (T^'M-TSy) 7 
-1H-4 5**/ [4.5-c] *SV>-4- 
TSV90ing (0. 29 lmmo I ) 
(m P : 17 6—1 78*0 i»t«W)* 

[0094] IR (KBr) er> : 3320, 320 20 
0. 1 640. 1 530 

'H-NMR (CDC It) * Ova) : 1.65 (211. 
m) . 2.04 (2H.ni) . 3.40 (2H.q. J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2Hz) . 5.50 

(2H.br). 5.52 (lH.br), 5.65(1 
H.d. J = l 0.21b). 6.03 ( 1 H.dd, J = l 6. 
8. 1 0.4Hz) . 6.2 7 ( 1 H. d. J = 1 7. OH 
z) . 7.33 <1 H.t.J=7.6fe) . 7.53(1 
H.t. J = 7.7Hz) . 7.83 (lH.s). 7.83 

(lH.d,J=8.6Hz) . 7.93 ( 1 H.d. J=8. 30 
4 Hz) 

[0095] (9HCM24) 

1- T4- T T4- (*;-7== Jl,Xh*^) - 1 

y T4.5-C1 *rSV*-A --r**a>*& 
1- [4- (T^U/PTSy) -rf-tv^ -1 H-4 =^ 
V [4.5-c] V-4-7SV85«g (0.27 

5"D tJt^y-^7«lC:JKWL. 4 - (y'7xzrt, 
Xr*S/) e^jyv-«K888ig(0.2 88w> 
1) afctffl MMcK -J h'J">A2 5w (0.302»l) $• 40 
»£. ltMOSU:. LTIIft*. TO 

ttUt. ?OD*A-A-^^y-)K5 0 : lv/v) jg 
flBBfl-tcj: 0 B «H«*«x— r /UT h y 
**l"-rLT*»ttU 1- [4 - [ [4 - (y7i; 
A^h*^) -i -K^ViSyransA a] r$y] 

T'f'/W] -lH—fSrV [4.5-c] *y 'J>-4 
-TS>-48«g (0.083 2— ol) £Bft»5fc(m 
P : 174-1 7 6-C) LT»fc. 
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[0096] I R (KBr) or' : 3 3 70, 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

'H-NMR (CDC It) fi (m) : 1.48-1.6 
3 (4H.m) . 1.77 (2H.m) . 2.01 (4H. 
■) . 2.30 (2H. t. J ■= 6.0Hz) . 2.44 (2 
H.t. J-6.0Rz) .2.63 (2H.m) . 3.28 
(2H.q. J = 6. 5Hz) . 3.3 7 (lH.m) . 4.5 
6 (2H.t. J = 7.2Hz) . 5.42 (2H.bs) . 
10 5.4 7 ( 1 H. s ) . 7. 2 1 -7. 3 5 ( 1 1 H. 
m) . 7.5 1 ( lH.t.J = 7.7Hz) . 7181 (1 
H.s ) . 7.82(1 H.d.J = 8.0lb) .7.92 
(lH.d. J-8.0Hz) . 8.58(lH,br) 
[0097] («t«25) 

i - r 3- r \a - r (4 -»qd7x^) ->*=ji> 

ptriH - ih-4 s^r T4.5-c i»y»iv-4 
-7£ywAtt 

1- [3- (T^UA-TSy) 7Dt*] -1H-4S 

*y [4.5-c] *yy>'-4-rs>'5 0Bg(o.i 

6 9-oD tJC^y-A-SBltaWWL. 4- [ 

6 o« ( o . 1 7 s-oi ) atraawafrr h y »7a i 6. 

8(0.18 6-ol ) SrJOiT 1 HttlSWSLfc. 5fW* 

( 4 o : i v/v) sawihc j: o awHjtifc^. mm« 

2H*X— r/PTMJ-f-il — rLT**KU 1 - [3- 
[ [4 - [ (4-7on7x-/H 7x^X MrS*-] 

-l-e^ys/iTo/ty^A] rsy] 7oe*] - 

1H- f SrV [4.5-c]>yy>-4-T5>'4 
0-g (0. 0669-oD *ae»*(mp: 170— 
172.5XJ) fcLT»fc. i<Ofc«73<7>4H69ea9x-^ 

[0098] I R (KBr ) cm ■ : 3320. 320 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC Is) S (pp.) : 1.5 9 (2H. 
m) . 1.8 1 (2H.m) . 2. 1 3 (2H.m) . 2. 
20 (2H.m) . 2.37 ( 2H. t . J = 6. 0Hz) . 
2.54 (2H. t. J=5.8Hz) . 2.72 (2H. 
m) . 3.3 7 (2H.q.J«6.4Hz) . 3.40 ( 1 
H.m) . 4.59 (2H, t. J = 7.0Hz) , 5.43 
( lH.s) . 5.4 5 (2H.bs) . 7.2 3-7.3 
4 ( 1 OH.m) . 7. 51 ( 1 H, i, J =7. 6Hz) . 
7.83 ( 1 H.d. J=8.4Hz) . 7.91 ( 1 H. 
s) . 7.94 ( 1 H.d. J=8.4Hz) . 8.59 (1 
H.br) 

[0099] (5Slfc«26) 

1 - T3- (4-»DD/U7y/^T? J\ 7V»k 
A>1 -lH-^5^/r4.5- e ]»y.j>- 4 -T 
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i - o-rsyrotfA.) - ih— f srvu.s 

-c]*/'Ji'-4-rSy0.24g ( lml) £N. 
N-i^^A^A^TSFSOMliaBSU 4-?oo 
BK0.1 Id ( 1. 1ml) &V1- (3-s^f-rtrT 

= /rotr/W - 3 -x-f-A-aA'tfsM S H • tffflMS 

0.29k < 1.5ml) JrjDiSan WBfLfc. K 

JI£-*tt*Tft»U (Elf ( N at SO. ) SL «ETS 
**S*U:. »JKX~?A-3£t=*Vry*-jLU- 10 
M/cnKU 1 - T3- (4-^DO^/-f^r 
sy) -iH-fs^/[4.5-c]*y 

yy-4-TS^30 B g(0.0867«oI) tSSSSfe 

rolOOj IR(KBr)or>:3330. 320 
0. 1 650. 1530 

'H-NMR (DMSO-ds) 6 (pp.) : 1.9 1-2. 

04 (4H.m) . 2.26 ( 2H. t . J =7. 4Hz) . 

3. 1 2 (2H,q.J-6.2Hz) . 3.64 (2H,t. 20 
J=6.6Hz) . 4.59 (2H.t. J = 6.8Hz) . 6. 

5 8 < 2H.br) .7.26 ( 1 H. t. J = 7.4H 
z) . 7.4 5 ( 1 H.t.J = 7.8Hz) . 7.62 (1 

H.d.J=8.0Hz) . 8.03 (lH.d.J = 7.6H 
z) . 8.05 (lH.br) . 8.2 0 (lH.s) 

[0101] (35*0127) 

1- T3- F T4- (y'7i-;M - 1 -fcV< 

/r4.5-cUyj>-4-rsy^ 

1- [3- (4-?au/U7fS4A,T$S) Tot 30 
A] - 1 H--f SrV [4. 5-c ] df ylJ>'-4-7• 
S>'2 5«g <0.072 2—ol) . 4- (>»7xXJkX 
r*Sf) e^U£?> -flOSS 4 4 ig (0. 1 44mo1) 
&tXKK«y^40ig(0.289H>l) $rN.N-y 
•Xf-Aofc/W^TS K3.I4T. 1 0 0T:K:aB!!iUT8l» 
ISH«¥L^. ^od*a-at2EM4 
JUL. (E*(Na»SO«)». *ET*l**S2cL.*:. 
«aES:T^5-*-*5A^O-7h^57 4-tCftU. ^o 
o*A-A-.X*>— /U (150: 1—70 : lv/v) jg 
ttB^Cfc •) Stt*frft*>. »«B*«x— t^a-T h U 40 
fi^MT. 1- [3- [ [4- (y7x^h 

*s^) -i-wji?yr*s<(n,} rsy] me 

AO -1H-4 55"/ [4.5-c] *yyv-4-T 
5V1 5«g (0.0260a»l) 8refe»*(mp : 1 
58-1 6 2. 51C> t LTWfc. w<Ot>Of>4H£W 
■f - * lUilTf>ii 0 i> . 

[01021 IR(KBr)a':3200, 164 
0. 1 530. 1 070. 700 
'H-NMR (CDC It) * (pp.) : 1.6 2 (2H. 
m) . 1.77 (4H.m) . 2.1 0 (2H.m) . 2. 50 



4) f»H I 9-208584 

26 

] 9 (2H.m) . 2.29 (2H. t. J -7.0fe) . 
2.34 (2H.t. J-6.4Hz) . 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5Hz) . 3.40 (1 
H.m) ; 4.58 (2H.t.J«=7.0Hz) . 5.45 
(2H.bs). 5.47UH.S). 7.19-7.3 
4 (HH.ra) .7.51 (lH.t.J«7.7te) . 
7.82 (lH.t.J-8.4fc) . 7.92 ( 1 H. 
s) . 7.93 ( lH.d.J=8.2Hz) 
[0103] (5SHW28) 

i . r 3- ( 5-»pp/K>»y^T5y) rot? 
n/l -lH-^fsrr r4.5-cl»yu>-4-r 

l- o-rsymw -ih— rs^y [4.5 

-c]*yjy-4-7SV0.3 2« (1.33ml) 
frN.N-^f-^AATS H4 OmltdBSU 5- 
?DDSW0.15il ( 1 .4 6ml) RV1 - (3- 

yx-f-A-rsyroeA') -3 -x-f-AofrA-sffs-M s f 
ai«ao.38g (1.9 9-dD tjnt*ari*fli 

ffUi. EJE«C*tJai. IWfX-f-A-T2igS4,K:^ 
OQihA'A->^y— A- (10: lv/v) T2EHfcJfJL 
Jfc. WWltfcSWcTiSWU KM (NatSO*) flfe. 

M/CFVU 1- [3- (5-^naA^.^y-fil/ 
rsy) meA-] - 1 h— r srv [4. 5-c ] # 

y'JV-4-TS^O. I 6 g (0.44 5ml) £8Jt 

fe»*fc lt#/j. .rot, ffxo^xsmr- fimreo 

[0 1 04 3 IR(KBr)cr' :34 70. 32 9 
0. 1650. 1525. 1395 
'H-NMR (DMSO-de) * (pp.) : 1.62 (2 
H.m) . 1.70 (2H.tn) . 2.00 (2H.t.J = 
7.0Hz) . 2.12 (2H.t. J=7.4Hz) . 3.12 

(2H.q. J = 6.3Hz) . 3.62 (2H. t. J = 6. 
2Hz) .4.59 (2H. t.J = 6.9Hz> . 6.6 1 

(2H.bs) . 7.26 ( lH,t.J = 7.6Hz) , 7. 
45 ( lH.t. J=7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (lH.d. 
J=8.2Hz) . 8.2 1 ( lH.s) 

[0 105] (Xlt0<2 9) 

l - T3- r T4- LM2jL=Jk2<±3±l z^LdES 
*±i£Z2Z£ZdJk2 rsyi- rotrjui -i h-j g 
yyf4.5-cUyuy- 4-7£><^tt 
l - [3- (5-7Dn;iAy^y>f^7sy) rot: 
AO -1H-' f 5rV [4.5-c] ^pyy^-4-T 
5f50« (0. 1 39ml) . 4- (it7x.-frXh 
*S^) e^y^'V «Kt&4 2M (0. 1 3 9»l) & 
tf*K*y>Z»5 8.g (0.41 7ml) frN,N-y> 
f-A-sfcA-.&TS F3.1«tT. 1 0 0T*:*flftl.T7BHa 
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?OOjtuWA-*^y— A- (100: 1—70 : lv/ 

v ) mmm#tzx o bio****). **«*ttx-^A- 

•CMIf-aP-hLTHRL. 1- [3- [ [4- <y 
7ii^ M-f ) - 1 -Vl93?y<y*S4*} T 

$y] rotr/p] - 1 H->f s*"/[4.5-c]*y 

U>— 4-TSy20«g (0.03 38»1) frSfett 
*(rop : 15 2-1 54t:) t UT»fc. COtW) 

[0106] IR(KBr)a':3330, 320 
0. 2940. 1640. 1530. 1070. 700 
■H-NMR (CDC Is) » (pp.) : 1.50 (2H. 
m). 1.64 (2H.b). 1.69 (2H.m) . 1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) . 2.20 (2H.t. J = 7.4Hz) . 2.30 (2 
H.t. J=7.2Hz) . 2.70 (2H.m) , 3.36 

(2H.q. J=6.5Hz) . 3.4 1 (1 H.m) . 4.5 
7 (2H.t.J = 7.0Hz) . 5.45(2H.bs). 
5.49 (lH.s) . 5.94 (lH.t.J = 5.8H 
z) . 7.21-7.37 (1 lH.m) . 7.52 ( 1 H. 
t.J = 7.7H2) . 7.83 (lH,d,J=8.4Hx) . 
7.90 (lH.s) . 7.92 ( 1 H.d, J = 8.4te> 
(0107] (Sdfc0|3O) 
1- T3- (6-rnt^»y^7sy) -roe 

1- O-TS/roW -lH->f [4.5 
-c]*y»J>'-4-7S>'0.24g ( 1- ol) *N. 
N-y/f^^ArS K3 OaltSKSL. 6-7"0* 
*TD>«0.21g ( 1 . 1 moI ) RZf 1 - (3-y* 

wj/rne*) -3-x*a-;&a-jks*< s p 
wso.298 (i.5md tmi. sariwiffL 

fc. KlBat:A«*tlDilMttx^-/PT2HttajL. <E 
»(NaiSO.}«. *ffTS**«* Lfc. ffitix 
-T-iW* fc»C*T h 'JfaV- h LTJTXU 1 - [ 3 

- ( 6 -yu^^vsj /pts y ) 7oe^] -1 h 
_> f s^V[4.5-c] *y y y-A -rs >-5 o« 
(0.120-od iR&^mmt Lrnti. z.<n\><n 

[0108] IB (KBr)cr' : 3330. 320 
0. 1540. 1 540. 1 395 
•H-NMR (DMSO-de) 8 (ppa) : 1.36 (2 
H.m) , 1.5 2 (2 H.m) . 1.7 0 (2 H.m) . 
2.00 (2H.m) . 2.10 (2H.t.J = 7.0H 
z) . 3. 1 1 (2H.m) . 3.60 (2H.t.J = 6. * 

VAr^'f^y^U-h (SP-20) 
S VX+>WM V7*a\£n, ( I PM) 
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*8te) . 4.59 (2H.t.J«7.0fe) . 6.56 
(2H.bs) . 7.25 (lH.t. J-7.4Hz) . 7. 
44 (lH.t.J = 7.4Hz) .7.6 2 (lH.d.J = 
7.81b) . 7.95 (lH.br) . 8.03 (lH,d. 
J = 7.4Hz) . 8.20 ( lH.s) 
[0109] (SdtfOl) 

1- f3- r f4 - (i;7 ^Xh*y) -i-e** 
'l^^LlAJkl 7-5 si yphvui - 1 H->r § 
f 4. 5-c 1 *y'J>-4-Tg>*>*tf 

i - [3- (6-m*A.4rifv-rA'Tsy) me 
A-] -1H-- f srvT4.5-c]^>'yj>-4-r 

5S"4 5« (0. 1 0 8mo1) . 4- (y'7iZ/M h 
*s^) etyy> ttII»6 5w(0.215«Dl)i 
V*a^y«7A59«« (0.4 3 0—dI) tN.N-^y 
fW.^A7S H 3b1 «p. 1 0 0"Cfcaa»L.T8WiaHf 

«H (NaiSO*) tt. «ET*«t»£U^. Sit* 
T/U$i-/t : ?J*7xi~? h^77< —tCtfU 7dd» 
J>-*9S— A, (15 0: 1— 70 : lv/v) StUBtt 

cj:9B«**m*>. **w*«x-7W»*yf-*u 

-hLTWRU 1- [3- [ [4- (i^xS*** 

*$") -l -^y^w^y-f^] r$y] roe 
AO -ih-4 [4.5-c] ^yyv-4-r 
£ ^2 8k ( 0. 04 6 2-ol ) frftA&fcfc (mp : 
1 5 1-1 5 5*C) fc COtO<0<Mt9W 

[0110] IR (KBr)cr> : 3330. 294 
0. 1630. 1540. 1070. 700 
•H-NMR (CDC It) 8 (ppa) : 1.31 (2H. 
m) , 1.48 (2H.m) . 1.63 (2H.m) . 1. 
70 (2H.m) . 1.86 (2H,m) . 2.07 (2 
H.m) . 2.17 (2H.t.J = 7. 6Kz) . 2.20 
(2H.m) . 2.27 (2H. t. J = 7.6Bz) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J = 6. 5Hz) . 3. 
42 (lH.m) . 4.57 ( 2 H. t . J -6.8Hz) . 
5.45(2H.bs). 5.50(lH.s). 5.62 
(lH.t.J=6.0Hz) . 7.2 1-7.37 (1 1H. 
m) . 7.53 (lH.t.J=7.7Hz) . 7.83 (1 
H.d.J = 8.4Hz) . 7.90 (lH.s) . 7.9 3 
( lH.d. J-8.2HZ) 
[0111] (5HtM32) 



40 



0.2s 
2.0s 
0.4s 
7.4s 

r 10.0s 
[0 112] &0XX.m t LKVn,\£9>*/?*>U- *g>*h (SP-20) 2 gC*JHHt4%0. 2 K*tB*M 
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tmMLti. ztuzs vx+y&4 vrav* ( I P 
m) o.4 gfcaoifcf*. mtzimmm (8 or) tr 

[0113] (iWSWl) 
2X4 S**MK«<0tefc 

8 0"CCJ«*Un:>f VXt-T V Vtt 5 glC#SR$f*4 9 
888 1 5K£tt<73;frtrC-£-j£L3t'f S**K0. 5 g 

•WMOLfc. 

[0114] <lfc«M2 ) 

o. 1 2%vy?nyvnm (s^jrv^a*) **<oi 

[0115] (SOtW33) 

(i ) tmrm 

fW3 0 0-6 0 0gOlftt. Hart I eyJR^A^ 
*r (JoUdfcr/V&y-) *«H!Ufc. WttrScttT. 
1 s h i i t» (Naunyn-5chaiedeberg's Arch. Pharaaco 

1.. 332.219-223. 1986) t=J:0**S*l**8f*-«* 

fcUR9Htv»*:tt. M«MMKC-e->TS2-3M9««i»n 
K-fcCOOifiU -€-<0«|»«)2fr*»4»««Bai*t<WL 
fc. ***43 7iCCaBaL^9»» (Krebs bicarbonat 
e»:NaCI 1 18.1ri. CaClj 2.5nM. K 
H»P04 1.2«K. KC I 4.6aM, MgSOt 1.0 
■M, NaHCOi 25m. glucos* U.l«, p 
H: 7.6 5) fcWfcUfcl 0«l"7^jraS»4»WB« 
U 9 5XOt, 5%COt«a^3jfXtiMlUfe. ft* 

>-Xf a -t- ( NEC San-el. Type 45196A) &lf£ 
ff?37yr<NEC San-ei.Type 1236) **rl/C<f V 

rmisf+^—y— (rikadenki h-5o> ±izSMLtz. 

[0116] ft*ii lErffl incubation LXfrhtX? 
< 1 0*»M) €tf*LT«ftRJ5*»fc. £*t*ft 

IMKft^*2 0*rianM«L. a»fta*fft-*1l 

[0 117] t^^5VZUBBW»±4i31A«*t:. 4* 
Hy7fA-lH-f [4.5- 

c] *yy>-4-rsx> . a»y7iytK7 = y 

IX) Lfc. 

[01 18] (2)t&* 
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( I Csatt) *BT«*I 1 tz^t. &t 
«22. 24. 27. 29ftlf3 KDflteHtfiS^xV 

[0119] 
[*1] 

SI 



10 





tttwjwM (ic: 






a»P7ift F55> 


1.5xl0"ll 


»M2 2 


8. 4x10**11 


«t*r2 4 


4.0xlO'M 


«*«2 7 


1. 9x1 O-Ttf 


Mn«2 9 


3.4xJ0"M 


XM31 


2.2xlO*'M 



[0120] (5at«34) 
<l)MHfe 

IHWi491ft(0Ba I b/c7W (ft) *B*?WT 
20 (ft) J:0J^Ul3fflB^«K»OTO»=Wllt:«U 

fc. 

[0121] 0>r-«JR«WlB! 

o . 9 aawfc-r h !i »xMe»«2 o-itr-vr 1 9 •> t ^ 

— ( Dermtaphago i despteronyas i nus : International B 
iologicals. Inc. :Lot. No. 14679) 1 fftrftfflU 30nl 
W^WfrhtSU **T. 4 0 00—4 5 
00rp»T**3*7-4XLfc («a«TT*JES*7--f X 

-r-fXLfc) . Jfc^T^XLfcftft* 5 Onload 
30 «3ftU SaT3 5 0 0n>«T5^HffiI«rff^. ±Mt 

jwoaawKcftut (s»a) . zvattte 2mm oa 

VC. &&B. *»Cfrf»fe. ft** (RO 
*> T+-»-ifcj*U^a»R (H%MX(ft> : Seealess C 
ellulose Tubiimg) C. S»A. B. C*«t«l#A 

U 4xrr-o.9S«aft^Fy'>A*»iRc*tLT— 
*. atftfr**. amtTa. s»a. b. ctofy 

WKMXrflsW&m&t h (Protein assay Reason 
t BCA Kit : PIERCE. Inc. ) THSgU 5 0 

1 5il«Wf'J7oeU>'ta-rci Oal-fOftttU 

[ o i 2 2 j ©*f£&tfs*e 
?B-e«B»fc^-ttKi8»c4o*h?) i «aamu^t> 

Wf-«fm«t LA:. SfWlv-f^'x^^- (-r/«tt 
H) "e»7^<orow)ATfc:co«»Sr200*H» 

50 [0 1 23] SetrtJHaf^2 1 BtHZ. 0.9Xtt(t 
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i-hv *7j*jmmv2 o o u g/«i ^wm&nzmm. 

[0124] &&m®tt&vimm*&>mm 
S3S4 8*m»tzimB&tz± owxim&Litmco 

CftftfcWftU:. EttLfcjfcWtii OXWfefc*'? U 
tLUgffltiSaEL-CIH^L^. HseUfcftfttt. *i£t: 

<«joas ua<*ft<=*f vmgomtz&m'9-yT/i><r>+* 

Sifittt (40 OfiS) T. l«J^lc.S«:0«»BBKftt 
itftL*:. KM (ttttft**) fcJ:*ftiWMJaTOrt 

[oi 25] mi* (X) = ( («ra*B*>ffwa» 
-ftftfc£*«*»wtFi«ft) /»rft4««fftt« 

ft) ) xi 00 

[0126] CHMKftJEftalU! 
S3*«3 2<r>*mtzJ: OfmLtz. 
[01 27] 

(«&&«£ : Occlusive dressing technique* 

S2 
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10 



* (ODT) ) 

«*«o»t*nJ: -JtrWf^L^. W»«WW>S3BfiBHHc 
*fc*«»fc*4»*»t*>«ttVS'*-y^T8ISftltfe. ft 
W (ftftfc^tt) ottHKl. lHK>>8i*olifc«»** 
4>ttHM.Ttt3aH5rfc. ssttas&fiK)-**c«: 

rt«W#ffltf-r (Johnson * Johnson ICDICtt. IN 

-VWS«TOTJ: J: 0 3 BISCft Lfc. 

[0128] 88ftB->£8B USJSmk) — SfiSB 

(1*3B) 
[0129] (2)88* 

2%-f S4HeKftft\ «t*Hfc£ft*>2Xftft\ 0.1 
2XftWfc^**V'>ftftO#«irai|^^a»V 
^XA*IH«aBBSJCC^&f»5«*$:a2. 3C 

* * V>«fti: HfttLhtfW 
[0130] 
[*2] 









M6*(fi 


Mm 

*8Efi 




O.S3±6.33 










SMttff 




819.8*129.96 








154. 0± si a 


70.87 


X8M2 20>ft:6« <2K««) 




287.6± 53.76 


64.89 


0 . 1 2 XtMK* * 9 V Vft^ 




UL9± 60. M 


48.67 



[0131] 



»3 



* *[*3] 



[0132] (HJtM35) 

2jBtaamafHe 



vt*mm 




FBI 




*mm cm 


12.60*5.00 




mrmm 
r-wue 








(cant) 




371.421: 71.02 




Xttf!2 2e><hft« (2Kttff) 


217. 40± 88.51 


41.46 


2 4 ©ft** ( 2 Kft*) 


61.80* 1L84 


82.36 


«Jtfl2 70ft*« (2MA9) 


235. 60± 97.11 


36.56 


Xttfl 2 9 Oft** ( 2 Xtt*) 




361 00± 87.71 


2.53 


W8H314XMM8 (2Kttff) | 


159.76*131.81 


56.99 


M2BtCPHW M B —.±8.1. T*L] 


ft. 



(ft) i: 0 ftA L 1 afa^ft(UBISJotK:lB9lt:« U 
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[0 1 3 3 J 

-.4 3(8). P1099.1994) . *&TA,-f 
*V (OVA) 1 nth^mXcr^-^^yjV (alia) 4 
■g**tf§iS*8»2 5 0itl3&KErt«^.LT«^L 

fc. atfitt2HB<0»fPl 0Btt(^t-T-/M«»Tfc:5 
MJOVA ( 20/il) SBfcfcU 
TU. tt»t<0»»S-»<fc*60VAOfU50t^JlM 

[0 1 34 J 0248ttS&M*T£«)M£ 

ovATfSS^-*t naat24iaai*ctr-?fc** 

JO 135) 

aatawwHt^iWi 1 x* ***** +iu±a>u-x 
(cmc> orsl. s&2 49mat 2^amtzsn 

%CMC<o*t«4U:. *LTJETF*«J:9WH (It 

[oi 36] rmm (%> = < (ovASBam&&* 

OB^>S*-feA»Bj«Haft*»0»OJ|») /OVA 
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W*) } X100 
[0137] (2)IS£ 

«4fc*ra0. «SH2 20>fc£*ii3 2«/kg<0tt 

[0138] 
[*4] 

«4 







mm 


mmm <*> 


»*s 


«s 




amftm it 


4 


0 


16.4 


«M22 


ttxtAx if 


4 


91.8 


.100.0 


Hv/kt pc 


5 


2 8.6 


41.4 




lac/kg pc 


4 


28. 8 


64.4 



[0 1 39] 



^/•i»£«jj»wwr#yoi9()owft 
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GI 




( CH2 ) m.C0 NK. ( CH2 ) n.N 




NH2 



AB 



Title compds. I (X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistamine activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0 12 
g 1- [ 3 - ( acrylamino ) propyl ] -1H- imidazo [ 4 , 5-c 3 quinoline-4 -amine (prepn . 
given), 0.13 g 4- ( diphenylmethoxy) piper idine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m « 2, n * 3) , which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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